**Abstract**

**Objective:** Cariprazine is a potent D~3~ and D~2~ receptor partial agonist with preferential binding to D~3~ receptors. It has been recently approved for the treatment of schizophrenia in USA and is also under developing in Asia and EU. Cariprazine is metabolized via the CYP3A4 and to a lesser extent via CYP2D6 pathways. In human the two active metabolites of cariprazine are desmethyl cariprazine (DCAR) and didesmethyl cariprazine (DDCAR). The effects of race/ethnicity on their pharmacokinetics are unknown. Therefore, this study was designed to evaluate the ethnic/racial difference in cariprazine pharmacokinetics between Japanese, Korean, Taiwanese, and Caucasian.

**Methods:** This was a single-dose, randomized, open-label, parallel-group study. Cariprazine 1 mg tablet was orally administered to healthy adult Japanese, Korean, Taiwanese, and Caucasian male volunteers under fasted condition. The pharmacokinetics of cariprazine, DCAR and DDCAR were evaluated.

**Results:** 40 subjects (10 subjects in each ethnicity) were enrolled, and all subjects were completed the study. C~max~ of cariprazine in Korean and Taiwanese were similar to that in Japanese but AUC~0-∞~ were 41% and 33% higher in Korean and Taiwanese than in Japanese, respectively. AUC~0-∞~ of cariprazine was similar between Japanese and Caucasian but C~max~ was 44% lower in Caucasian than in Japanese, partly due to larger body weights for Caucasian. C~max~ and AUC~0-∞~ of DCAR were approximately the same or slightly lower in Korean and Taiwanese than in Japanese, and were lower in Caucasian than in Japanese. C~max~ and AUC~0-last~ of DDCAR tended to be comparable to or slightly lower in Korean, Taiwanese, and Caucasian than in Japanese.

**Conclusions:** Between Japanese and each race/ethnicity, there were small differences in the exposure to cariprazine, DCAR and DDCAR. However, the distribution of variations in individual values for each pharmacokinetic parameter was almost overlapped. This suggests that there were no major pharmacokinetic differences among the races/ethnicities studied.
